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[#»&] 

[feS#^"l B02278 

[SHtftR&MM A61K 9/22 

A61K 31/00 

umxtemm] mm^KAmi^mmmmmTE 1 #3 - 8 0 3 

[ft^Xi±m] ^J*!^#pTiJ4 1 ^:E^P , 3fflT4Tg 1 2#4-6 0 7^ 

[ft£] If ft 

[fiBTXIi^] &&I*&&T|j £ Wttillt lTi7f 1 0- 5 0 9f 

[ft*] " « ' 

[ftpJrXfiJ^r] ATO^M rff^m 4T@16f61f 

[ft*] #* 



[fcrnximffi] -k.m.m±m.-mmmmm 2Tg6t28-i5i3 

BWttiltA] 

[«BU#-^1 000002934 

[ft£Xtt£ffc] g:Ea^p a pXH^#tt 



100114041 
[ft*Xfi£#] 51- 
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[SftJgO*-^] 100106323 

I^Jtt^liS^l 005142 
MflfMkfcl 21.000R 

[Wffcfe] Stiff l 
[^#£^#^■3 9909276 
[^LfiS^ttW^] 0203423 
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1/ 



4 ] JfiL«MST*J-C* & 1 IBm«o^14»Jo 

0] &^-8B# mfe K MM. v ^ y ^ v ;v ^ 7"^ ^ - "tf - IVfStt £ 10 & 

o 

IVJ&te «r 10* v> L85%@;T $ . - Vfr<* ?~ *2- IV|fi# 

[fjf^l 2] «m»O^KF4^ttM*fflT?**«I^PS9^ 1 Oifclil lov* 
[fflt^ l 3 ] JflL«H&TSin?**lfl^9 > lOtfcllll <DV>-r*t#te!B*w> 



ffiSE# 2003-3085444 



2002-266054 ^ ^- v : 2/ 



[0 0 0 1] 

iv is#fg & ^ -r & #$c1»#J &c n i- & 0 

[0 0 0 2] 

v fri-pf-r—n-Tx {\>xr, dpp-iv t m a-f « 

^ IftLitf <7)GLP- 1 (glucagon- like peptide-l)<Wf£te'ft&ia$U -e^^f 

m 7L «\ dpp-ivi&##j >w f * * > * p \z x & mmwrnzm *mm-t & z t , 

ti-ttl!)*^^ (chronic rhinos inus i t is) m#<7)^m^DPP-IVM14 1 #f£Hi £ 
1 tz\ GLP-1<£>DPP-IVK X ^mm^-C^^GL?-! (9-36) T 5 K/^lMlgfFfP 

ffl & ztztb, mms &dpp - im&tfr ^^-^^^^x^^^^z^xm 

depression) (anxiety) <DMMB.t JfiL7fDPP-IV^te<^T£^IW1 _ & 

[0 0 0 3] 

i ] 

gi^2rgSHW002/062764-f-/<? ^7>7b 
[#l^^2] 

S^<2r5S^W001/55105^N o >-7 b 
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^-y : 3/ 



H^<2rPISW002/02560^^>-7 V y h 
WGWrttt 1 1 

if. 7 7 -^7' (The FASEB) . 2002^. Hl6^> p. 1132-1134 

ummtt 2 1 

-•7VK-^^*''JXA (Am J Physiol Endocrinol Metab) , 2002^. ^282 
P.E873-E879 

t'J^7- • T h y- (Mol. Psychiatry) . 2001^ 

, p. 475-480 
[0 0 0 4] 

f±x ^#rtoDPP-ivvStt^5t^ mw-t & £ t &*km~ t <=> x>&i? 

^fjr X- Two 

[0 0 0 5] 

*&m%h\±, DPP-IV^t4^MJ^^|S»T^, 101iIOflRffl^i&x.#&*ISiJ* 

^*6-cef^ u^jg*. Dpp-ivia#^ t m&n.'MfrT t i^cio 
n ; 

2) »J4 1 0^7Ktt^?-0#S^5aS%m±-e^)^msai) SBffcoSfetftte* 

3W ; 

3) mmm<D^®*fziztemmx-&&mz 1 ) iBm^sctt^j; 
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4) ikm&TM~?$>z>mmi) %m.vmmmM\ 

5) v^y^v^^^-^f-iviaw^^aiiiE^^^ 2®m_L<59>^7 p 

^ ^ ^- -tf - mmm zsm-t z mifc&mM t & m&&tntx & & hit ib 5 ) ta 
8) jkm&TMx$>zmz5) m&<owm; 

1 1) &5-&mmfrhmm^t>tz'ox, MMtwi-frv tf-iv 
fcummm ; 

1 2) ^^O^I^tfc(i^fflT^^iIfB9) > 1 0) 1) OwT*t 

1 3) skm&Tmx$>hmu9) , 10) t /ti± 1 1) m*r*tjWwiB<w>»!) 

[0 0 0 61 

*mmw*. Dpp-iviam^ti. dpp-iv [^b^ai^^^^M# (iubm 

B) izX&frM :EC3.4.14.5] 0**®tt«:ia#"t*'fl:'&W**i*-t*o «<fc^ 
£fz, DPP-IVFl#|gt;i, DPP-IVffi*i&tt**«J#$*L-CV>*IRl9. ^<7)il^ 

<oixm xnmam- ttzotzfe KEPP-ivB*«tt * & rstt^nwr j 

fc*3, DPP-IVffi*J§tttt, M&\i^<nmXkWte&mt& fW*>K (Ra 
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5/. 



ymo n d) t><W%& (^7lf-f^-X (Diabetes) , 4 1 
2 5 3- 1 2 5 81, 1 9 9 8^) J &*UJB Lfc^BcK J: OH^i"^ ^ 
<h o 

[0 0 0 7] 

DPP-TOW^O^^Ji: LTfi, &T£Kt£-*& (1) ~ (7) &mf hfr&o 
( 1 ) 1002/062764 ICfBft $ *t^5* I 



[5£*> A5R»±SiJ|$*L-cv»T*> £v>5- 1 0lff^> 
X»if§£-^ -0-, -S-, -SO-, -S02-*fctt-NR3- (R3}± 
[0 0 0 8] 

(i) r^s^Mb^o^ lti±, ^a^wtc^stL^a*^* t < 
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o 

& (i) •c&£*L*'f&£*W\ i*iW«i , e*o , c4, Tfcfntre&oTfc 

[0 0 0 9] 

i) vT7i; 
=■&) ; 

)Vi$~)V) frbmXfr* 1 * v> L 3 l<Z)fH*f LTV^T & J: ^mkWi 1 ~ 1 
Hc7~13W77^W^>i (ffiKIMVW^y) ] [$<b^ 
4) r->;m [^1 1< tiCi_ 6 7;v^;i/-*;wf-;v (0$ l< (±r-fe^;v) 
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xh^fi/*;v ;v y ;v * ;w*^e y ;v & if ) , C 3_kt> ^7H^-*M 
^e4)V (ft L < (iy ^ n^n tf;v*^'€>f ;v) „ C7_i3T y )\s*)V-Jj 

^tlflff- # (ft L < & M u y ;y~;i/#;v>K-;K fcf^y vV 

_6T;v^;vx;u7^ (f t L< &y ^;vx;V"7 ^ > #;v*k^v;k c 

4*] ; 

5) MS:£*ltv>t*> iv^75 y* (jfJKli^ *;w^;v7^7) ; 

6) ffl&£*LTv>T& £v>?-*-;v^ [f£L<fi. #;w-^y tt 

0O7Wf ti (f £ L< liy?-^*) ; 

7) *Jfe$*iTV*T<> £Hft$3|t£ [f £L<{±> l &v>L3^i<7v^^^>'li!H :: • 
^ttm£*LTv>T& i^Ci-sT;^;!^ (ftt<ii^f;K f'J7^tn^ 
^;v) . *)M?*V/Hk If 1 2 ~ 8 07^3 ^ry * (f f t < li 
xh^y*;v^-;i/) „ y7;^ ^;w^-f;v^ r^y^. *s-ttztez? 
-Cz-ioTfr* ; J >i>T$ ;m r^^r^y, ^v^v*yy;vy$y 
) > Ci_iot;i^3^v-^;v^-;vt^ (flk * h^y^;wf^;v7 ^ y) 

% *;w^^7 5;i, ^y-tfc{iv-Ci_io7;v*;v-#;w^y ;vrs 
y* (flU ^f^A'W^T?^, ^f;^;w^^;v75/) % C6-14 
7'j-;v-*jv«7^i (#!k ^>W;vr^y) ^ C3_io->^ °7;^ 
^-*)HK-^7 5 y*> C7_i3T9;i/^;v^^rv-^;v^-;vr ^ y*. *y 

% y^Wjv*^;v7^y) , Cg-^r 1 ; -;vx;v^— ;vr^ 7**3 iz/Ci- 
6 T;vn*y-5!;;w^^;v7^/S(^ y f^y*;w^^;v7^/)^f)l 

L<(i. y;;K :*-3r-9-vy ;k t^rt^VJ^ f-ri/y/K f- 

h7V*VJK tfys^K tfny';K >y7Vy;v) t£fi#^#^imS (f 
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8) 

< tf*f>»tf*L* 1 ^v^t2 4@0*m*^^rUTv^T £\t*%m&6 ~ 

14^7'J-;H (tHL<ii7x-» ; 

L7& s Ci_ioT;v^v> L< te-CH 2 -) ;t?ab*^«Jo 

[0 0 10] 

W I - b ) 

1) ^tt2~8(7)7^3^y^;wfi;i/S (jifiL<lii^v*W-;v) 

4 it 1) ;w >f tt-ettfltm £ tt-c v> -c & <}: c i_io r )V * )vm (&t 

2) ®&$*L"CV>-C& <fcV*H KD^yi [#f f L < t±, fs >W**/f 3 

3) 7y;H (0£ t < ti*;w^^T;K ^^w^^ok ; 

4) «*S*ltv*t* *v»«*3|U& [fJKli, Ci_ 6 r;v^r;v* («FiL< 

(±v-C2-l0T;V*y ^;VT^ ($)> 7W7V, J <<frj 

„ Ci_ioT;V3drv-^;v^;i^T^ (flu ^h^y*M-;i/7 5 
/) . *^^7 5;i, /i(±^-Ci_ioT;v^;v-*;w^^f;v 
r^y^ ($l> y ^-;v^;w^*-f ;vr^ y> ^f;v*;w^^75;) „ c 
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y^f;v^;i/*^;i/75y) „ C6-14T 1 ; -;v^;v*^-;vt^ ill* 

&$gwr*L* 1 &v>l 2n<7)am^*^rLTv^r^ ^^mtm.mw& l < 

<te, 5-t+vtW7^;v-3-^;v) ] ; 
frbMitfrZ 1 &v>t 2 4®?>S#l*£^L-c^-c& iv^>^>i ; 

R 1 «t4^V^10(D7^JVi (frf L< l±J V7*f;K 
;v) £ £{±JStftlfc4 &v>L 1 O^y-nT^^VT;^;^ (^Kfiy^n 

x^-o- ; 

l^Ci_iot;v*w l< j*-ch 2 -) ;-e&Mfr£-t/o 
[0011] 

^ (I) T^$tt^ffc^<7)^^-tr*>> £!9;blt2- [3- (75/^f;W 
-4- 1 /f^y-2-'fV7 , f;V- 1 -t^rV- 1, 2-yt Kn-6~^f V* 

-1, 3-f7v*-;v-4-*;v^h 1 J^; 

2- [3- (T^y^^;V) -4-7'h^y-2-^yyf;l/-l-t^V-l 
, 2-ytFa-6 — fV3r7V;v]-l, 3-f 7^iV-4-*^*^; 
2- [3- (7?y^f;v) -4-7'b^y-2-^v^f;v-i-t^y-i 

K ; 

2- [3- (75 7^f;V) -4-7>^y-2-'fV7f^-l-*^V-l 
, 2-ytKn-6--<y^y , J^] -1, 3-f 77*-iV-4-*;vr/Slx 

(E) -3- [3- (r^/^;i/) -4-rf^y-2-^fyW-i-t 
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*V-1, 2-ytKn-6->fy^/';;V] -2-7 p n^±^K*, 

(E) -3- [3- (T^7^^;V) -2 — fVW-4-7x-;i/-l-^ 
3rV-l, 2-vH Kn-6->f Vfr] - 2-7°n^f< K ; 

3- (r^;^f;v) -2->fV7*f;V-l-t^V-4-7x-;i/-l > 2 - 

vti Kn-6 ->r v*/ y yxfrtf^v-s K ; 

2-1 [3- (T$;*?-)V) -2-'fV7'f;V-4-7x-;i/-l-t^y- 
1, 2-'7tKn-6-^7^r/'J;V] t^rylUr^^ K^»IU\ 
[0 0 12] 

( 2 ) W095/15309& iffcfBIRS tltzft ' 

[ft 2] 




f fit 1 ttzitZ £ ; gfiiO, 1 $tzi±2 £ ; Xli-CH2^ -0-. 
-S-, -SO-, -S0 2 -i/:tt-NR3- (R 3 (± 7 X*ET-* 
T^^^l") £ ; Rfi±7M??]IH\ vT/i, -CHO, -B(OH) 2 > - 
P(0)(0R3), -CCR4 $7t(i-CH = NR 5 (R 4 (i7K^M^> 7 
m.=F, Ci-qTK*)^ v7;^ -OR 3, -C0 2 R 3 £^fi± 

-cor3^ (r 3 immtm^M^t) ; R5ii7x-;n, 7jtg^ -o 

R3, -OCORSj^ii^y^t^yM (R 3 ^HufBh ^MM^^-f) * 

R S-c^^tL^Ci-eT^^^i: LT(i> $!x.fi£ ^ *-/k •x-fJK 7 0 
nt°;v. /fyynt?;K "7*7- ;K -fvT^K sec-T^K t.- , 7*?-;K 

;K i,i-^^f-;v^;K 2,2-y^f;v7'f^ 3,3-^^f-;v/-^;K 2-^ 

[0 0 13] 

AT^^tt^ rS&£*LTV>T& iV^7 5 7H*J Kl&tf&T ^1^1*2: 
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[0014] 

^ r«&£frT^T& £v\^t7K5t^J Ic^t&RttTMg*^ LT«, 0!lxJf 

d-eT^^-;^ c 3 _i2v^nT;v^;v*> c 2 -6^^^- ; ^> 03-12^^ n 

-7^*?-;i^) > r^>f-;^*> \?is?u [2.2.1]^^;^ tfv^n[ 
3. 1. i]^7°^;v*=& twif^ti^o 
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m^mx* y - 1 tz a *j -w& s tux & x v> r ^ j mtfmifb tiz> 0 

iC 6 -i 4 7 'J -/Hfefc J: tf«X£&«\ S»«TlSfefcti:Sfc 1^13 m^W^ 

L<li7?«, *&St> AX) ; v7/i; - b ; Ci_ 6 7;i^;« ; 1 
L3iOAoy>Jlf t< ityym) xw.&Ztixi> J;v^Ci_ 6 T;V3Jf 

lufB r«!fe$*fCv»T* iv^bic**J K&WZWm&te, WiL<ii 
% 5_- hn-2-fcfiJ i?)VT< 7*, 5-yTy-2-k°'Jy>75/l, 2-tTV 

f«f5 [W&Z*iX^Xi> j;v>t:^'jy^;HJ Ic^T^m^t ITIi, 

7U-;viJ/: (±sm £ *lt t «£ v^^^-e^e / - £ £ i± v — £ ttr 

Uv^7^/*J iz&^xmTFLtz [W3&ZtiX^Xi> X^CQ-uTV~)Vm] 

1 &v*L 3^X$>& 0 
[0 0 15] 
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TV/>Tk J: v»Ci-i()TA' 7v)H, g&£*lTV>T& £v>T^ 
£iT\ PUBIS *LT& *v*jfcffejc*|fej K*Jtf*J£4bic*fcLTW\ 

Ci_iot;v^;i^S> 03-12 oti^jH, C2-ioT^^-^*> c^-u^? 

&£tfbtefc*l±> MWTOfcfl:«fc: 1 L3 iOt^i^tltv^t & J: < 

^JOR^ (04L<(i-7ym, ^> **) > ->7;S, -hni, 1^V>13 
io^nyvji^ (fll<ii7^f) trS^$tL-cv^T^> «tv^Ci-6T;v^;v 

t°7v>, >f h°vv*-;k f7V-;K ^vfT7-;K 

- ;k >f v * v- & Wf^s 0 
±12 r«m$ttr^> iv^r^^^j LTi±, ffljtwra/na** 

[0 0 16] 

5* (id r-m.zti%>4t<&b<D&LbLx\** ^ (i) xm^fi^t^m<7)mtm 

& (11) •e&s*L**fc'fr*tt* i^^o-ct, tM»-c£ot*> £ <u 
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[0 0 17] 

5* (id -emzti&ft&ywim&ffltLx^ & 

[ft 3] 

t^£*L&(2S)-l-{H2-[(5-vTy tfij y'/-2-'f;l/)75;]xf;H7^|7 
tf;v(-2-y7;-k°n'J^> (DPP-728) (W098/ 19998 IcfE^) „ 

[ft 4] 

X-m $ *l£ (2S) -l-|[(3-t: Kn^y-l-7^"7>f ;v)7 5 y]T-t^-)V\-2-i^T 
;-en'J^> (LAF237) (W000/34241 K flgft) „ 

(2S)-1-H i2-[(i-tf ^ v^v-2-^f /nf^y v>-4--f ;v[ y ( T-fe^-;H-2-v 

ry-tfui;^> (woo2/3089omem) . 

(2S)-l-|||2-[(tf7V f ^-2-W ;i/)T5 J}3.*f-M y\ 7-bf;H-2-v7y- 

eny^> (mx>2/5i836iwiB«) , 

& ifON- (N* -fi&^ V v ;v) -2- vry-tfmj v ; 

[ft 5] 
o 

•C^ $ *L&L-threo->f vn/fy;v ^ y V >; > (P32/98) > L-al lo--T vn^f 

v;v f - T V 'J >\ L-threo-^ V n v ;V t£ n V if > , L-al lo~4 ynf> ;u 
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# (TO01/72290fcirfcffi|ft) ;£^Wf<b*L£ 0 
[0 0 18] 

( 3 ) wool/55105 i em $ *ifcN-1t» 2 - T y t? n - J; t>* 2 - v T y tf 
nr/fl^ 0f L<(i, (S I S)-l-(2-7^y-3 > 3-v> f ^V^f-'J ;0-2,5-y 
t: Kn-lH-fcfn--;v-2-:2/;vsK- h y ;v Q 

(4) W002/02560^|B«$tL/i«*3iMb^%o # £ L < ti, 7-^>^;V-8-[6-( 
n Kn^->^^;u)-i,4-^T^f^°>-l-^;^]-l,3-vp«^-;^-3,7-^^ Kn^v > 
-2,6-v^>o 

( 5 ) W001/68603fcfBtt£*ifc, n 7*n;ry t*j^L£ tfn i; ^^Wagtfro 
0$ t < (3\ (lS,3S,5S)-2-[(2S)-2-T5 'J ^]-3-y7/-2 
-7flfy^n[3.1.0]Mt>o 

( 6 ) 1002/14271 fcSB1ft£*ifc:/n y VfNWfc, $f $ L < t±^ (2S)-1-[(2S,4S)- 
4-(3-^nn-4-vTy 7x^)7 5 y-2-fcfny v-;v#;v^;v]-2-vry tf 

( 7 ) W002/38541 (Cflgft § 9 s 7 J tf n V v ^SNMfc, 0it<{±> (2S, 4S) - 

i-[(2S,3S)-2-r^ y-3-y^;w-^>^y ^;v]-2-vTy-4-7;v^-ntfni; 

o 

[0 0 19] 

K/H£) Sg^&iftifc?£9 0 OmL£/Bv>T^K;VO03S^l 0 0 r pmOl 

*oiti^ 100 %mm Ltz t § <Dmmmmm\ mm^ommmmmo 1 / 3 
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[0 0 2 0] 

o 

mm.-fcmhfr^mmte, m^2mA%7Kmmmm :201c) t 

Lt, ftt L< it ImP a • s J*LL, £ Sft L < li 4 mP a • s^±t?*>S 0 

itciot, »«^^^oDPP-iYffi#iii©ikm»3w*e*^w«r-r4 

«*ttW^f-0*ft:«fcL-Ctt, HPC-SSL (j§jp a p£, B^Wit (1*) 
) (20*C^^lt*2M%^tetO3teJ9S: 2. 0-2. 9mPa-s)^HPC 

-sl (^p a B ^. H^wat oho m (2o°c\z&ifz>2mm%7mwL<o%m: 3 

. 0-5. 9mPa • s) , HPC-L B^M (ffl'U) (20VK 

3SVr2>2m.&%frmWL<0%&Bt: 6. 0-10. OraP a • s) , HPC-M (1 
p d p£, B#W5t (*) ft) (20 < C^43lj-^>2S»%7X^<7)^E: 15 0-4 0 
OmPa • s) , HPC-H (i8ip a p£, B^Wii OHO ft) tfCTCfciStf 
S%7R?M<7)*^ : 1000-4000mPa • s) %b*<DK Kn^y/a 
•fe/Pn-* (HPC) ; 

TC-5S (i§jp n p^ ii^flf (80 ft) (20 < C^fclt^2m*%7X^O 
fejg : ifctJ 1 5 mP a • s) > ;* h u-X 6 0 S H- 5 0 (i§jp n p£, mMk&JM 

(#0 ft) (20 o CK^f^2Mm%7KmWL<O^m :^50mPa-s)^bn 
-X65SH-50 (m&Z,, iift^II W) ft) (20Xl\ztHfZZmA% 
fcmWLOffig. : 5& 5 0 m P a • s) > ^>n-X90SH-100 OSS*. M 

mt^rm (m ft) (2or Kistt*2fi*%*&ifcojfej£ : & 1 o o m p a • 

s) „ ^ bn-X6 5 SH-4 0 0 m&%. fS^^Xi («c) ft) (20VK 
&W2>2m&%&m%LO*tim : ^J4 0 OmP a • s) . * fn-X9 OSH-4 

oo (m B D p^^ mmt&xm oho ft) (20 < ct:fe»t*2«t%*»«[ottjK: 
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&J4 0 OmP a • s) . ^ hn'-X6 5 SH- 1 5 0 0 (^ n D n ^. fiftflt 
(W) «D (20V\,ZiB\ l f^2m-m%^WL<D^B. :l!jl 5 0 0mPa-s)s^ 
hn-X6 0 SH-4 0 0 0 (ffi&&, Wlt^HM (*fc) S£) ^OT^c^t* 
2M%7ki§i&<£>t£Jt : &4 0 0 0 mP a • s) . ^ h n-X 6 5SH-400 

o mm^nm m m (2ovK&w2>2mm%7kmm<oi&m:® 

4000mPa • s) . ^hn-X 90S H- 4000 (i§jp D p£. #®^XH 
OHO m (20VK& h2mA%imWL<D%m :&j4000mPa-s),^ 
>n-X90SH-30000 (m&%, iifbfli 01*) S) (20VK&V 
2>2mm%7k^lfc<D%km. : i& 3 0 O O O m P a • s ) & £*<7) H Kn * v7°n kf;U 

j hn-XSMl 5 (Bjp°p£, #M<b^XH Of*) $£) (ttJg I &1 5mP a • 
s> 2 m*%7jci#$U 2 OX:) , * hn-XSM2 5 (igjp n p£. fUj^It ( 
1*) HO (20rtri3lt^2m*%7jc^co^Jt : ^2 5mP a • s) > ^ bn- 
X SMI 0 0 (iSp^, HMtt^Ifl (#0 m (20°ClC^tt^>2m*%^^ 
OfAS : &1 0 OmP a • s) , * hn-XSM4 0 0 (i§jp°p£, iii^kfli 
(W) K) (20VK&tf 2>2mm%*mmw*iim : i&4 0 OmP a • s) . *Y 
n-XSMl 5 0 0 (i8jD D n&, mMtt^HM OHO §£) (20*CKi3tf &2Sfi% 
TK^^E :|jl 5 0 0mPa • s) , > hn-XSM4 0 0 0 (i§p a p£> M 
@^If£ (**) m) (20'CKi3if^2m.-&%^mWi(D^m :^)4 0 0 0mPa 

• s) > ^hn-xsMsooo m&&, iiftfif oho m) (20r^^ 

lt^>2m*%7X^OfeJK : %)8 0 0 OmP a • s) 

WSR N-l 2K Mil) (20C^^tt^>2m* 

%7fc}t?£wlM : 400-800 mP a • s) , WSR N-60K (fjp?.:£> 
wsM KttSS) (20 < C}Cibnt^>2S*%7X^<7)tt^ : 2 0 0 0-4 
0 0 OmP a • s) . WSR 30 1 (]§jp n p£. K*£») (25 

!Cfc;felt;&im*%;ta&ifc<0ttJ£ : 1500-4500 mP a - s) .WSR 
Coagulant KttSl) (25TCfc^*t*im* 

%*»tS03teJK :4500~7500mPa-s),WSR 303 (r£p a p£> 
.Xijj- Vfc w*>f F*±®Q (25 , ClCi3lt^>im*%7K^^E I 7 5 0 0-1 



tBiE# 2003-3085444 



2 0 0 2 - 2 6 6 0 5 4 ^ ^- v I 18/ 

0 0 0 OmP a • s) , WSR 3 0 8 (Mffa^ .x-^->#-/-W FftSO ( 
25 e C^^tt^)lfi»%7K^m03feJg : 10000~15000mPa • s) 

t>n-XF- 1 5 OMC (it n n p£, H^WttM) (25VK&tf2>m&%7k 
v#^^ I 1 2 0 0- 1 8 0 OmP a • s) , t>n-XF-3 0 OMC (ffi 

p°p£> u*nm±m) (25icic^tt^m»%7Xv#^o*^ : 2500-300 

OmP a • s) , 0 0 OMC (^ n D p^, H^lfttt^) (25'C 

Hi3lt^>lS*%7X^?S^f6JK :8000~12000mPa-s) 

[0 0 2 1] 

%b*K£^Tm%2>l) s , Mz-tf 1 ~9 0M%. £f t t < 5 ~ 8 0 M%-e& 

mSctt^J't'O^TKtt^i 1 ^^*^, DPP-IVia#^^)#». m%\<D±£ Z 
> »tt^^Ofl^ i'l: i o tl^ ^. ^ #8;Uf 5-9 0ti%, £?;£L< 
(±1 0-8 om*%-eab^o 
[0 0 2 2] 

[0 0 2 3] 

*^<7)^Sctt^J{i, DPP-IVffl.W^t^7X14^^t*rl^-t, J&MlT-£ 



tUliE# 2003-3085444 



2002-266054 



-^-v*: 19/ 



>k r>?y, a\vr>~f>^ mf'j>, ^fH-fe^-*, tf tit Kn 
v- >f 17 ;v ^ ^ * v •? a & if t> tta o 

-x, * jv**^r y ^ f;v-b;vn - ^ * ;vy A , ^nx*j^n-^th'J^A 
7°n tf ;v-fe ;v n - x & if^lf h ti& 0 

o 

ffiiE# 2003-3085444 



^#0. 2002-266054 



^-v : 20/ 



[0 0 2 4] 

Wfffii:iot, 8|tKpHlc:J:«lS«»aittOSHfc«rfi*-r &.rt^-C£&o 4S 

vn>^ n^m, vW^flk T^^9^r>Bft> ^V^^V^W 

fflx.(^l ~5 011%, jfil<li5-3 01 

[0 0 2 5] 

✓f*, 77h) te*fU 

m#i) x fijgifiuiE (flu asM;^;* 1 ; kuuh. i3i/^fn-;ni, hhd 

LiflLig, it^SJIiJfllJE) > tWRSHt* »Ht^^: [IGT (Impaired Glucose 
Tolerance) ] > IFG (Impaired Fasting Glucose) % IFG (Impaired Fa 
sting Glycemia) % msmt^M [«, mmm. Srt*, ^ 

XSKMbliE, J®j^&T\ JKJflL«»*. fc*ro^l»*fcttt&*ffl. 



ffiiE# 2003-3085444 



2002-266054 



-^-v: 21/ 



*fkW<V&mmm*. mmmm^> IFG (Impaired Fasting Glue 
ose) ifclilFG (Impaired Fasting Glycemia) J^k*fj^^03ig£RfrlL 

m (/3mm) n£Lfem%t*Ki>m^bnz> 0 
v??-mmmi*, m&Mt<o!Bm (Mx.it. mm^mm^i 26mg/di 

&_Lf 7 5 glP7K^IM^ (7 5 gOGTT) 2 B#f^« $ 14 0m 
g/d lJ£Un?**JM*if) fcfev*T, l»i:r/X'J>M«ffi^ 

[0 0 2 6] 

P-IYIfi«j*a*llHl*i:UTj»o". 0 1-1 OOmg/kgfl:!, «f * L < It 
0. 0 5~3 0mg/kgM, $ G> L < tt 0 . l~10mg/kg#i 

"C£*K 1 B 1 0~ 2 E&^-tS -t^SI Lv^ 0 #3&WO$fofe 

mm. mtL<i*$£mmm) ft^FMit#f»^^i^4t^-t# 

^II^O#i&tt^J^^F , 3'eODPP-IVPl#^ficm»i^{i> 0* U< iil&v> 
L24B#F^ X U<ti2«rV>L14^iai-e**o 

DPP-IVMISS£$iSc#i<7)^R££ ^:J±^*»wfflv»*»^ DPP-IVO^gt? 

**glp- ^ttr^DPP-iviawm^Mffl-r 

•e # & tztb, 1 B HaoflRfflT & +53*&DPP-IVM$J*£f&lf 1" £ i ^ S T' § £ 

o 

[0 0 2 7] 



ffiliE# 2003-3085444 



^mm. 2002-266054 



^-i?: 22/ 



0& j mmtemfeztL'r> ran^Lt^i^u 

fllliHWU #ffl»J^0. 0 1-10 0**»fflv»*L»f iv> 0 
[0 0 2 8] 

^f>*'; >077^>M fclifNgft: (flk INS-lf) ) , ^f^Wfi 

mmcmm m> mwt\£*rv**s>, (w^>t) ny/^^A g i - 

262570, JTT-50K MCC-5 5 5, YM-4 40, KRP-29 
7, CS-01K FK-6 14, NN - 6 2 2, AZ - 2 4 2, BMS-29 
8585, EML- 1 6 3 3 6 , WO 9 9/5 8 5 1 0 KUWL<Ott&m (Wittf 
(E) -4- [4- (5-^f;v-2-7x-;v-4-inv''J;w h ^rv) 

^>y>t^W^/] -4--7i^-;VS&m) ) , PPAR 7 7=f-Xh, PPAR r T 
, T#;l/sK-*, ^'Jh^K x^ijf-b) , Tf^T^W 

3d vm ($1, K, ^yo^^S K, ^U^9^K 

■r^^-K, ^^yv-Y*tz\tz<n*)Vis^Awmm'\ , glp-i^##t 

£BIE# 2003-3085444 



#H 2002-266054 



^-v : 23/ 



r/- X h [0!k GLP-1. NN-2211. AC-2993 (exendin-4) . B I M— 510 
77, Aib (8,35) hGLP-1 (7,37) NH2] > 75'J>7^b ($k 7 P 7 
A'J>fK) , 7t^7tfny>7iX77^-lfIf^ (#I> ^^>B0 
x p 3 7^-* \ ($k CL-316243, SR-58611 - A, UL-T 
G-307. SB-226552, AJ-9 6 7 7, BMS-1 9 6 0 8 5, A 

z 4 0 1 4 0) , mmmmm m, ?-r>*x*V7~-vmm%L 

N SGLT (sodium-glucose cotransporter) EM#\ ($k T- 
1 0 9 5) «*W£>*t& 0 
[0 0 2 9] 

7K x/wx^h, -fe't^^-yf, mpx^^h, 
K 7^V^^7 K SNK-8 6 0, CT- 112), WU$mWi=f-& Z Xf 
^:<omm (M> NGF, NT- 3, BDNF. WO 01/14372 tw|B«0 

• »|| (0Jx.lf4- (4-)on7i^) -2 

- (2-^^;v- 1 --f ^ ^V 1 ;^) -5- [3- (2-^f;v7xy^y) y 
ntf;v] a-^MJ-V-zi/fc^) ) , W@-ft&.femm (flU Y-128) > PKCffl. 
(flk LY-3 3 3 5 3 1) „ AGElfl«J ALT9 4 6, Id^W 

t:7fW>, N-7xtv;Vf7^J7A 7nv^f K (ALT7 6 6 

) , exo-2 2 e) , mmmm&m («^ >») , jmit&^j 

$k -feV^^f -fy^XPT-y, is>;i*9?->* u/iX9?->^ 7 Y )V 

Att) ) „ X9TU>itfflmJMFM (flU WO 9 7/1 0 2 2 4 HfSic^Ht^ 
«K fll&tfN- [ [(3R,5S)-l-(3-T^h^v-2,2-v ? ^^;V7 ,, ne;l')-7-^nn 
-5- (2, 3-y^>^y7x^ -2-* * y-1, 2, 3, 5-f- h 9 K n -4, 1-^ > * 

(flU ^f7^f77-f, ^n7-f77-b, VA7^77-F> 7'J/7^7 



tBfE# 2003-3085444 



Q'tf-m. 2002-266054 



^-v: 24/ 



, ACAT|fi##J (#0. 7^>7^ (Avasimibe) > x7^/fr 
(Eflucimibe) ) N iT'f * VjSStMMt (ffiU 3^7^) , m^-K 
-nf (#!k -n^e-MnicomolK --trV b n-;l/(niceritrol)) 

1f>*?* Vfy-;V(y -oryzanol)) £>*i& 0 

^-t^k t-^-7 0, ;;v) , r>y^-x^v>iiM^J (flu v 

l/^r-bf;v, n-9-;v^>\ .x:/n-9-;t/^ >\ /\*;v-*j->? >^ t-;i^ -9-;^ 

e>„ rAn^e>, x.^^-^ev, „ #y ^a^-^^mp 

X ^D7*'M, L-27152, AL 0671, NIP-121) „ ?u 
jc>-7;i/^^>, 7z^K>, ->7f 7^>, r>7i 

) , $pp;^--t?|fi#aj£ (01U fr/l/i;**? h) , ^T^f (#lj> CL-3 
16243. SR-586 1 1-A. U-L-TG - 3 0 7, SB-226552 
, A J - 9 6 7 7, BMS — 1 96085, AZ4014 0) , KttA^ 
WJ1 (M> V7°f>, CNTF (^ft^^#H^P) ) , 3Vy^h^> 
Trfx^h ($|, ij vj7°K FP L- 1 5 8 4 9) ^^tr^tt^o 

[0 0 3 0] 

b\ v^n^o^-r^K. f'^n;i/^f7vK tKn^nnfr^K, UK 
n7Wf7y*K, Kn^onfT^ K, ^V7;Vf^K, *°';^T 

vh\ t^tu^-TVY) , trcr;v K^fn>I|] (flu xfc'n/^^b'A > 
'J7Afl/>) , RM7ic^ia«iJ 74:^^75 K) , ?n;wo-tfy 
*;v*>T5 K^M^J (#!k ^d;v^V K>> >7^yF> ^>^n°< K) , T 
V-feU\ -fvv;vtfK> x^^V>m> fc?l^~K, y^^^K, 7D^U' 



ffiSE# 2003-3085444 



2002-266054 



*? : 25/ 



[0 0 3 1] 

*s*7 A, yfr^/V) >j- h U ^ A (dalteparin sodium)) , 7^7tV> (#!k 
7^7 7 'J y "ft } ) *J A) , ElYu (0fl % T)VifYuj^y (aragatroban) 

) . JfiL#:itj5?lil ^n^r^---fe* (urokinase), f-V fe*(tisokinase)> 

T)V7"f*7 — -tr (alteplaseK Try-*? 1 ? — -If (nateplase), 7" 7 — -if (monte 

plaseK ^^•/^--e(pamiteplase)) „ M./bMM%mmm (M> ifi^^n 
tfv>(ticlopidine hydrochloride), vnx * y*-;U(cilostazol)> 4 
^ Mxf;v, ^77°nx h y ^ A (beraprost sodium), ^M^^^^y 
— h (sarpogre 1 ate hydrochl or i de) ) & if it^lf bfl2> 0 

[0 0 3 2] 

-r&mL wmpR<om\:^jB&Lxw?-inmmzi&&ir2>m%k 
*mt)&t?ztiz£y) mtmmmm L^<DftuJ±uxw?-ivmmm 
%>miu m^h^^mm^x ^mi&mzti&wm)* t*<7)\<>~f*ix$><=>x 

o 



fciifE# 2003-3085444 



^4«2 002-266054 



^-v: 26/ 



;1/^v^^7^VI/-F3^'Jy-RS O-fKv^ hRS (ffiSh^ n-A 
7 r 3 , T ^ y * ^ V ^v^m^MTO O 

rwjo«Atw#v»DPP--ivRa«is«rjfcai^«wijj ^Lrti. 

i; K(W, Gelucire50/13 (jgjp a p^ GATT 

EFOS SEttM) £^£1-*:&7*/USJfctt^lf <b*L* 0 

imm&grM ^7?'J^In^>j7-L (t^K7+*7M 0§jp n p^ 
n-A7 7;^iS) 3 . ^^7^'J^sj?'j7-LD (t'f K5^7hL- 
3 0D 5 5 (igfifc, D-A77;W|il) 3 , ^^7^ , J;^,f'J-7-S C 

r5R«7K55-«:flJl 0 &tr i i «9 ®#JrtSB t ^OrtSPEEiJ-eDFP-IVffl. 

[ftM&zMtmmzxQwifomzti&im} tttii, M;U£DPP-ivifi# 

[0 0 3 3] 

it, EV^HR— -CJboTfe iv>U I^oO>tUK M r 2 jBUSJL_h<ODPP-IV 
T^oTUv^o i £ I*— tUI^ 2 ®m±^DPP-IV|fi#il^m^J 



ffiSE# 2003-3085444 



2002-266054 



^-v: 27/ 



[0 0 3 4] 

M<D-k%Z%FltZ3:<=>xm%:2>l)K mx.it 1 - 9 0 11%, $f 3: L < J* 5 ~ 8 0 
[0 0 3 5] 

DPP-IV|fi«M«f «*J <z>»J "mTlBL olfefe14«SiJ t mmx 

$>%>o 

-9-;^ 9? H fc**U Buffi L 

> i) 2m&±m??-wmmm^m\<DMt-mitLx<D&^ 2) 2«£jll 
<ov?p-Nmmm&mum<Dm.mm%\b lt©bw«:#, 3) 2 «£jll<z>dpp-ivpi 

fl^If liffctt^O. 01~100mg/kg#l, JfJKttO. 0 
5~3 0mg/kg#:I> $ <£> I'SFf L < t± 0 . 1-1 Omg/kg#It^t) 
, Z<DM:Zl 0 111-2111^1- «5ifc**gtU>o 4fc, *5&W^>»»4, & 



ffiiE# 2003-3085444 



QmW. 2002-266054 



^-v: 28/ 



[0 0 3 6] 

^io^v^85%@T$-*#^, Dpp-iviawm#^m$u^im^jj , [^wmm 

m^JflLlt^DPP-IVf&tt^lO^v^ L85%1gfF$-^#&, DPP-IV|&#|g^2fcaiilJfi? 

msoj , [^mmm^hsmm^fz-ox, «4>DPP-ivvStt*io^v^L85% 
i&t$^:#^, Dpp-ivi5iw^^scm$ij^i»jj > [^mmmfrhummtz 

frtzoX^ «ppDPP-IV^tt^l0^v>L85%©T$•^i:#^^ DPP-IVia#^^Sc 

uit\ rM4>DPP-iv^ttj ici5it^>«{i> Mmmm.ik^m^Mi-^o 

AtoSI (0flx.tf, #flfc % i&M&&v>i±PMJ«) t:±ot, DPP-IV^14£ £ 
tf-e<7Mg;T«m& &*§^& & TbK ^^MJfllM^DPP-IVvStt & 10& L85 

jflL^^DPP-IV^ttfi, M^imm<7)mm.MKmm.1-2> rW*>K (Raym 
o n d) h<D^m (^7tf-f^X (Diabetes), 4 125 
3- 1 2 5 81, 1 9 9 8^) J fcfljffl Lt^^IC J; *) & § & c 

[0 0 3 7] 

IBL^^^SmcO^ rDPP-IVia#^W^ttm^J^DPP-IVPl#^^ 
[0 0 3 8] 

^^<oDPP-ivia$^^mfij^j»j(i, #14^6 <. wmmi>^<, m 

%W)<%J t: K ^y, -f^, *rr, 

pfB t/i^^^fettm^j t mmv&mmB^m % tzitmmm t vxm 



tBliE# 2003-3085444 



^mW2 002-266054 



^-v.: 29/ 



*»woDPP-iYa«-g^miWfp*raoi9:#«tt. s^v-k 

, fiH^^t?**DPP-IVM^S*3i1&llHl*fcb-C*&0. 01-100mg/k 
g#M>#;£L<teO. 0 5-3 0mg/kg#l, ZbKlftZ L<ti0. 1~ 
1 Omg/k g#lt?*D, i(Of«:l H l®~2 0t$b£-ra£fc**S£Lv\> 

[0 0 3 9] 

flS-&&BI±2-l[3-(7 5 2-^ y M-7 x ^ V-l, 2-y 

tt^tf C {iL-threo-^f vn^yjV -f-T V* 'J > (P32/98) & tL^tt^^i" 
[0 0 4 0] 

ffr&l&B (150mg) N %ffi (1184mg) > 3 (360mg) „ HPC-L ( 
Ip°^> H^WSi (W) SO (60mg) , * ;v**^r v ^ f;v-t - ^ * ;vy ^ a 
m°n^ : ECG 5 0 5, SMMnu OHO ») (60mg) , Si^^n-^ (t§} 0 D p 
£:7tf-fe;K Mitmum («0 ») (172mg) Jsi^f TV^nv^ 



ffiiE#2 003-3085444 



2002-266054 ^ ^- v : 30/ 

A (I4mg) ^IM^Lf:, *>20Qn«£tojEE#>:/5*; , 7 p l' 

[0 0 4 1] 

###12 

t^OHiW 1 ~ 6 , 8-10, 1 6 * J: 1 7 "Cfflv>7Mb^A fi, <fc<7) J: 

fl^tfA • &Bfe£ (2.04 g, 5 mmol) OtK (20 mL) T^mif^ h 

U *A (10 mL) £«!L, %hfitzWL&m*mMX* I 0^W«#Lfco 

> flS^A(0.87 g, 82.9%) Oj&fifcftfco 

ia«fA : 2 0 r ) mmm: am (*frxm-A) 

5.98 14. 8 

7. 88 11.2 
8.4 4 10.5 
17.1 5.19 
[0 0 4 2] 

&&<DmMm 7 3$ ZD* 18-23 "Zm^tzik&toA a, ^ £ m~ LXM& l 

/Co 

1) 3-(T^y ^-^^)-2->f V^;V-l-^^rV-4-7^^;V-l,2-^t: Kn>f V 
i; >_6-#;i/>K~ h i; ;V(0.80 g, 2.4 mmol). *8Wfc^ b V V AtM^ 

tft (0.48 mL, 0.48 mmol)*5 J: O^tK (1.42 mL) Ol^feU:, f;VX^*^r *> 
K (2.0 ml) £Jn;i,85t:-Cll$raaB$Lfco RfBift«rll*M^>frM4 T*J£ifcP 
Lfc&UB^*i&*-e*#Lfco *ftBL^ H B H ^5^L.7X (1 mL) -Cftif^SO 
T^Mffif^LT, ffc^A • l/2v^W;v*^y» (0.88 g, 93%) * 



ffilE# 2003-3085444 



^12 0 0 2- 2 6 6 0 5 4 ^ \ 31/ 

2) fll^A • l/2i^^;V*;V**v KSftflfe (10.0 g, 26 mmol) 
(40 mL) <7)fl^*60°CT*m^tTvt^^#/io ^Y^KeO'C-eiSL^ ttft 
(27 mL) liiillLt, &ft<DpH*rl.5l:ifMgLfc^ SM(0.5 g) *8sinU60 
TCTlO^IWaiffLfeo i^JtfcfcJfcU* (2 : 1. 10 mL) T?^L 

fc 0 %ffifc«fe&*^b^60t^»#Lfc;&*^ 5% T TtR (15 mL) 
jJDL-C. i$ifctf>pH £7.3KWaiL;fco RJE«tC* (1.3 mL) *rj«TLfc&ai$ra 
^ttTM^tT^^L^^^TK^-trlBfF^m^LfCo *fffi LfzffigkZZMU 
^iPL/i^^y-;V-7K (1 : 1, 15 mL) T?m&Vtz^50X;X-ffiJ£&.mL?Zo f# 
e>*Lfcf§S (10 g) tmSLX-TA' (100 mL) t <7)M^«,75t:r«F«# L/^ 

o #^*t*«»«[«rii^w^tfcM* -e^iPL^^^K^-eiBtw^L^ 

o m^^U^LtzWm.^^ (20 mL) T?«fc^,50r-C«SEI£»b-C^<b 

^JlA(7.5g, 85%) t LXmzo 

»3fcX*B*|H|3r«>7 r -* 

0*f^ : 2 0 (° ) MF^PS : dtit CWXU**) 

8.9 8 9.8 4 

10.0 8.8 2 

16.0 5.5 5 

17.1 5.19 
2 2.9 3.8 8 
2 4.8 3.5 9 
2 5.8 3.4 6 

[0 0 4 3] 
###|J 4 

&&<omMWl 3-1 5t)8v»^BIi, ^i^:LTMLfco 
2-|[3-(T5 J 2-4 V 7fJM-7x-M-t 3r V-l, 2-yt Kn-6- 

^V^y'J^;i/]t#y|7-bf75 K (1.0 g, 2.6 mmol) y -;V(10 mL 

)fcJn«M»»$^ tK(io mDSrJn^Tto **>m, ft^B^»»ft**2niu m 



WIE#2 003-3085444 



0#I2 002-266054 



^-v: 32/ 



StttttL/: 0 *fffiLfciJgS«:%flfcU -ffc-fr*B(0.31 g, 31. 

0%) Ofih&Sr^fco 

TnSf^tfHfi C22H25N3O3 H 2 0£ IT 

mmm: C, 66.48; H, 6.85; N, 10.57. 

UPHt: C, 66.51; H, 7.05; N, 10.50. 

0*f^ : 2 0 (° ) : dtt (t^'xhn-A) 



7. 5 0 


1 1 . 


7 8 


11.2 


7. 


8 9 


13.7 


6. 


4 6 


14.7 


6. 


0 4 


1 8. 5 


4. 


8 0 


19.8 


4. 


4 7 


2 0.4 


4. 


3 5 


2 7.4 


3. 


2 5 


[0 0 4 4] 







Xftffl 

lfc<£t>A (lOOmg) , HPC-L B*W3£ («c) ft) (180mg) iSiU* 

HPC-M 0#W3t (#0 ft) (720mg) ^fLITC^L^o »5>tt 

ik&®A (100mg) , HPC-L (iS,&£, B#W5t OHO ft) (450mg) *5 J; 

HPC-M (Ip D p^, B^Wit (80 ft) (450mg) *%$frX^M,&LfZo #^tt 

^ri^t/^ 9 *>2oomg*MJE^>7 p ^;7 o ^^^ (mmn$m) zm^xttmv, 

it&mA (lOOmg) , HPC-L B^W5t («0 ft) (720mg) feit^ 

HPC-M (1§jp n p:&. B^Wit (80 ft) (180mg) fclLtfrTfi-frLfco 
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^~-*J: 33/ 



[0 0 4 5] 

nmm4 

ft^t/A (lOOmg) .Polyox WSR303 (jg|n D p£> zl~ 
KttM) (720mg) is J: 0* # 'Jif V>^'J n-;V6 0 0 0 (180mg) fcfLiTerl; 

^•L/io #f>^^>^%o^-t,2oomg^^i±^v7 o ^;7 p i/^n £ 
mmm 5 

<fc#®A (lOOmg) , Polyox WSR303 (iSip n p&, Aitfy*-^ 
K*±ft) (450mg) ^iWJxfV/^ij3-^6 0 0 0 (450mg) & fL#fc-Cfi 
<g-L£ 0 #?>tt^yI^Od*>200mg=l:^a^>^-7 9 ^X^ (Sflfffifllft) £ 

ik&MA (lOOmg) ; Polyox WSR303 (Ip^^, jx^^wnM 
Kttft) (I80mg) & X ZPtf 'JxfVV^'j3-;V6 0 0 0 (720mg) £ HJfc-C?i 
-frLfco #"btL^>M^O^*>200mg^^JE^>7 ff ^:yvx^ (&ffitit$ft) £ 

[0 0 4 6] 

#I»J7 

<b^#A (300mg) &£V t HPC-M (igp n p£, B^Wit (#0 ft) (700mg) & 

lL*t?^Lfe 0 #^tt^>rl^%^^*>200mg*vtfiJE^>7 p ^:-/i/x^ (mm 

MA (78mg) , TC-5S (igp D p£. «ffifbS*X1IS (#0 ft) (47mg) „ * 
bn-X90SH4 0 0 0 (® n D B ^, MMft^Ifi («0 ft) (190mg) 
^f7'JVt^*>9A (2.4mg) &?L#fct??I-&-Lfco 9 *>2 

43mg^^EE^>'7 , '^:-/Pxa OffiMtilft) £JBv»T*T&U t:@8mm^^J=S: 
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H»iJ9 

(79mg) . TC-5S 0§jp n p£, femik&Hm OBO ft) (I19mg) , 
^n-X90SH4 0 0 0 (iSn B a£, ^M^XH ($c) ft) (118mg) 33 J: 
* fT'J^ny^A (2. 4mg) * ?Llfc-erI^ L-7t 0 %hfa%> m&VO <D o 

[0 0 4 7] 

mmm 1 o 

ft&®A (79mg) , TC-5S (fgjp D p£, #@^XH OHO U) (190mg) , 
*bn-X90SH4000 (igp D n £, mmt^JM m ft) (47mg) &&Tf 
XfT'J^nv^A (2.4mg) £?L#£T7.i^Lfco Wbfc&m.&VdV 7 %2 

%mm 1 1 

it&WC (lOOmg) , HPC-L Offing B^mm (ffi ft) (450mg) isitf 
HPC-M (iSo^ B^W3S (80 ft) (450mg) * Lfco 
^>rl^-%O^*)200mg^^JE* o >7 p ^: > /V^^ (SfflffiM) £ffiv>T}T§EU 

^lifefl! 1 2 

ffc^C (lOOmg) , HPC-L (MS**, U*WM (») ft) (720mg) fcitf 
HPC-M Gffiq n q£, H^Wit («c) ft) (180mg) £|L#-C}&£Lfco #<b*L 

^>ri^<7)^*>2oomg^^ffi^ o >y^:7 9 ^^^ mmmmm zm^mmu 

[0 0 4 8] 

^lifeflfl 1 3 

ik&toB (75mg) feiMPC-L (igjp D p£> B^Wit (*) ft) (925mg) * 

Elft) *fflv>T*r«U E#8nroOg£3lJ£#fc 0 
§H»J 1 4 
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<b^B (37.5mg) , HPC-L (iffin^ B^Wit (80 ft) (370mg) 
tFHPC-M (ffi n n q£, B*W?f («£) ft) (92.5mg) fcft*-C»frL.fco 
tt^>?l^(7)9^200mg^^JE^>"7 P 5^-7 P l/7 > ^ (SflfffiUft) «rfflV>TJrfeL 
> lt#8mmC0^J^#7^ o 
1 5 

It^tfB (37.5mg) , HPC-L (ffin^ B*W5t (80 ft) (231. 3mg) *5 
^'HPC-M (i8jp a p£, B^WSt (80 ft) (231. 3mg) * Lfco 

#^tt^ri^<^9* ) 2oomg^r n iiE^>y^:7 p i-^a mmmmm) zm^xn 

[0 0 4 9] 

HJfctfl 1 6 

<fc^A (120mg) ori&lftLfcG elucire50/13 Offing 

G a t t e f o s s eft) (2280mg) K«inU mWLtz 0 fthfLZfoteVlKDo 

HMM 1 7 

f*}9 0^»»Lfc*K!>^n^ 08jq n p£ : ~>>^*7 y ^X103, 7n^f 
V hmUft) (228mg) KG e luc i re50/13 OSS** G a t t e f 
oss eft) (2052mg) Sr«amU & 8 0t[:§SU; o tL&^^Kfl;^ 
tfA (120mg) Sr&ifflU 8M$Lfco »&*L*iI<fr%©$ *>400mg£l-i§-t£^>' 

[0 0 5 0] 

HJSM 1 8 

fc&WA (lOOmg) „ Mtvi'i : 7 7"'] 7^*101, 7n^f>M 

Hft) (500mg) , ^i^m (lOOmg) HZZmM (300mg) Lfc«, 

#^tt^r£^o^-t>2oomg^v4EE*°>'7 p ^:7 p V'^^ (a«f«M»ft) zm^xtt 

ttU It@8mmOi££!l£#fco 
21*608 1 9 

ft-^A (lOOmg) , Mtvyi OSS* : 9 7 y **101, 7U4>hM 

mm) (500mg) , ?^>m (lOOmg) (300mg) £?L#t:-C2&'g-L.fco 
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&t>tiz>m&®<?> 7 *,2oom g ^^i±^> y^-y (smt^ft) zm^xm 
mmm 2 0 

4t&®A (lOOmg) , HPC-L OSS*, B^Wit (*) ft) (500mg) , HP 
C-H (MR^ B^WSt (*) ft) (300mg) i5 £U f *.x>Bl (lOOmg) ^IL# 

-e?i^ l fco # h ti %> m&m <r>7% 2oom g zmfctfy-y^-yi-xm (mfltmmm 

[0 0 5 1] 

HJfcM 2 1 

{t&VBA (300mg) , HPC-M (iSn'&fc, B^Wit (*) ft) (400mg) 
9*->Wi (300mg) £$LfleT?il<g-Lfco #^tL^rI^^^*>200mg^Vftj±^°>-7° 

^•/v^t mmmmm) zm^xnmu m.mwL<Dm.mzntz 0 
mmm2 2 

it&WA (300mg) , ^ hn-X9 0 SH4 0 0 0 (® c n p^, (ft 
) ft) (500mg) &£V t ?x.Z'WL (200mg) fcfL^iB^Lfco &<>>tl2>m&9l<D 

mmm 2 3 

\£%*toA (300mg) „ ^hn-X90SH4 0 0 0 (Ip d p^, tlibflf (ft 
) ft) (250mg) , HPC-M (i§j n n q£. B^WM (ft) ft) (250mg) 

(2oom g ) *$mx-m&Ltzo nbti&m,^<v7%2oowzi&i±#>'7iZ: 
-fis^m mmmmm zm^xnmu umwaommzmzo 

[0 0 5 2] 

wsm i 

■t ^WJl~3-e#^>tLfc^J^ov^T, $mgft& (^K;W£> o. 1 
%WF'J>W>€-')A7 , n> F (CTAB) -fr#B^J3;&JUttttlfc 
ftffcZifc (&T\ CTAB^B^Zl^i:B&|ai-^) 5 0 OmU (34E&1 0 0 
rpm) fcfrofco jfe*«r [^1] K^To Sfc. itJSWfc LT, ^WAOlS- 
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Q'WW. 200 2— 266054 ^ : 37/ 

«1] 



(h) 


mum i m 


(%) 
Jft09 2 




0 


0 


0 


0 


1 


7 


10 


19 


2 


11 


17 


32 


4 


20 


31 


56 


6 


30 


43 


79 


8 


40 


57 


93 


10 


49 


69 


99 


12 


57 


76 


99 


14 


65 


84 


98 


16 


72 


90 


98 


18 


79 


93 


98 



[0 0 5 3] 

H»J2 

fco [^2] K^-fo tfc, MMt Lt, ##«i<ot©WJcov*rRifl| 

<Dmfcu.m*4f<?tztz.?>, io^m^?#ffiwioo%-e*o^o 

[*2] 



ftM (h) ttffig (%) 

0 0 
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1 8 

2 24 
4 53 
6 85 
8 95 

10. 99 

[0 0 5 4] 

Hl£#!l3 

^smoMm^MM^^^+vjv^-fj-y-Jzii (dpp-iv) mM^n.^^- 
nmm 1 3 -enhtitzmtt i h^itnmm 1 3 x^bKtzm& 
Lfz 0 ^mRxf&^&o. 5, i, 2. 4, 8m$B^m&Bmfrbniia.u 

KJ&i$U4*:> K (R a ym o n d) ?>?>;fr& (^^ T fcf— x •< — X (D i a b 
e t e s) , 4 7^, 1 2 5 3 - 1 2 5 81, 1 9 9 8^) i:iCt9 6^¥Jl6 
h »T3 0t:-e^L/io tK7 0// lMf'J^-tfifl (p 
H7. 5) lO^LC, lmM^'J ->)V • i; ;v- p -~ hn T- U K(G 1 
y-P r o-p-NA ; * Att.Wd7k.mWL 1 00^ L&^flnU ?1^#$E£ 

mwkLizo ^xmm&^&MmsizufaLfzmmikmx ^^mr-muLtz^ 
>-f)vmk2 o M i *±um&mmz$ux. > 3 ovT-mmmBzmi&Ltzo out 

u -eoitin (aods) Z7&tbtz 0 mmz^ mm^m^m^ummLtzsk 

m:Ztin^tzKlBmz&l1rZ>®.-%:m<DMl3n (AODc ) . m.m^^t^Kj^m 

iz&vz>®.%:m<r>i%m (AODb) mm^m^i o o%^i-^>DPP-i 
^mnmmm^.n^: i (AODs-AODb) / (aodc-aod 

b) ] X 1 0 o 
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39/ 



t'«t iQtt^L/co [^3] ic^i-o a^^>> DPP-IVtStt1llti> S F*&^S± 

«KIMB2i (n = 3) fc^to 
[£3] 



DPP-IYrStt (%) 



0 100± 0 100 ± 0 
0.5 85 ± 2 37±23 

1 70±18 22± 3 

2 60±14 28± 5 
4 59+13 45± 7 
£ 72+ 4 63+ 8 



[^3] frt, mnmiz^nbfttz*mi<Dm$mm\±, *&&&&ib&^ 

Tto-r. ifojl WP-IVia#f£te£28ftv> L78%fgfF£^#& C fc**W5>i^4: ft' 
[0 0 5 5] 

mum 4 

o 

. B^J3^/R«Httft&*--ft (MT\ B^-fti:B&iB-r^)) 5 0 0mU 1946 
tlOOrpm) fc^ofco £ fc, §ffit^CTABtf H^Z$tt-5M« 

^^r-etL-etL [ft 4] isitF [^5] ic^i- 0 

[*4] 



(%) 
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^-v! 40/E 



0 

1 

2 
4 



0 

35 
52 
81 



0 
40 
58 
83 



6 m m 

[*5] 



(%) 

BeH (h) gjjM 7 mWM 2 1 



0 


0 


0 


1 


3 


24 


2 


6 


34 


4 


13 


51 


6 


20 


67 


8 


26 


78 


10 


32 


88 


14 


44 


95 


18 


55 


95 



[*4] &±xf [^5] ^mt (9*->m (omman, *&w<d& 

[0 0 5 6] 
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l/E 



mm) 
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mwm^ [000002934] 
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